Supplemental Table 1

Pharmacology of POL5551
Property Assay Parameter Value
Potency (human CXCR4) SDF1-stimulated calcium flux 1C50 2.81 nM
Affinity (human CXCR4) Radioligand binding Ki 1.34 nM
Specificity (human)
;g;n(foi%'z)s r(ér;(‘:s%?f al Various EC50/IC50 >10 uM
SST3 Calcium flux IC50 1uM
10 Receptor tyrosine kinases Various 1IC50 >10 uyM
36 Proteases Various 1IC50 >10 uyM
4 Transporters Various 1C50 >10 uM
Specificity (other species)
15 Ortholog targets | Various IC50 | >1 uM

Supplemental Table 2

Diagnosis of patients with bone marrow biopsy in the control group

Primary tumor CXCR4 high | Primary tumor CXCR4 low
N: 10 N= 28
DTC + at diagnosis N=15 (50%) N= 13 (46.4%)
DTC - at diagnosis N=5 (50%) N=15 (53.6%)

Supplemental Table 3

Patient characteristics at baseline

Control (38) ZA (43)

Median age in years (range) 47 (32-68) 47 (29-66)
Menopausal status, n

Premenopausal 23 23

Postmenopausal 15 20
Pathology, n

Ductal carcinoma 34 32

Lobular carcinoma 3 5

Other 1 6
Grade, n

| 0 4

Il 18 17

[l 20 22
Estrogen-receptor positve, n 20 24
Progesterone-receptor positve, n 17 17
HER?2 positive, n 8 12
Triple Negative, n 12 13
Positive for DTC at baseline, n 18 19

*ZA=zoledronic acid. HER2=human epidermal growth-factor receptor 2.

DTCs=disseminated tumor cells.




